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vv\or/P3^^n-^in<». *>*^*#*ai--i 

2TO-Vym±'\vy>* -ho**i4i;<h*>* 
LT t X V *7 x =^T^ t 
ifc* R. R*36*-o*C«r->T/Noy^, — ho 
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ti* h^i^WJtt^WLT t Jrv^x^r^y >f 

lawti- i 2 r^^-tf >m±/No y v . -ho* 
*v*t;* h^>«ia«r#LTt^^7xy^^r^ 
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&*<ZttfT*h. ^nr/P»V«W>ftbO 
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[0049] 3CI <W&ttV*<r)&rttMUi 

hum. t/JW. m&ttz£*mr*>i>zt&** 

[0050] 

-r-^tt. I h/W*B*4HKI R-8 1 0. * 
H-NMRW hA-tt Varian Unity 400 MS Antra 

[0051] (XttMl) 

4 - T3- (O^^^JtoUTgyiTDH 

2.4-5^00-3-— ho*yyvo.i 9k (0. 

7 6 8-dI) (^ViV^r^^A^ftXiP) - 

l.s-yTB/iyi/TSyo.i 6* (o.7 68w>i) 

20 *MJX*rt*TS V5al*. 7 0X:fc»RLTllWMI 

^wvcttiru «t (m«soi) *«* 

v) mXWfHZjLD. 4- [3- kK2s*JA,**is1i1l> 

3jfx^r$y) Toe/pr^y] -2-^00-3-x 

hovyyo.27g (0.65 l-ol) ^JWMWtfc 

30 [0052] *H-NMR (CDC l>) ^ (pf«) :1. 
79 (2H.m) . 3.35 (4H.m) . 5.02 (1 
H.br) . 5.18 (2H,s) . 7.15 (lH.b 
r) . 7.3 7 (5H.m) .7.57 ( 1 H.t. J»8. 
ORz) . 7.73 (lH.t.J = 7.8te) . 7.90 
(lH.d. J-8.4Hz) . 8.21 (lH.d.J-8. 
0 Hz) 

roo53i imm2) 

3-r$y-4- T3- ( ^va** is*»v*^n,-r 
%/) roe/i,7^/1 -2-?w*/yy*te& 

40 4 - [ 3 - ( ^yy'W ^.itXA'T 5 ^ ) TOtT 
A'TS y 3 - 2-^DD-3--hD^/»jy0.27 

« (o.65i-»i) i->^y-A-io«i«wiL. a 

«lil&tm&0.22g (0.390k>1) frlDiJB 

xmmizhv. wix^TittBt. «wcra». « 

«( Nat SOOfl. m**mETW*Lt:. Stt^iv 

•J^y^5A^o-rh^7^-«cftL % ^ooifcA' 
A-^y-/K300: lv/v)«8W^:Jt9. 3 
-TS^-4- [3- {«*>iSA'**ls*A'*=J^T$ 

» /) rotr;PTsy] -2-^oo^yuvo.i 2* 



1 3 

(0.31 2mo\ ) vxnt:. zcobn 

[0054] ! H-NMR (CDC Is) (pvm) : 1. 
76 (2H.m) . 3.30 (2H.m) . 3.42 (2 
H.q.J = 6.3te) . 4.21 (2H,bs) . 4.44 

(IH.br). 4.92 (lH.br) . 5. 16(2 
H.a) . 7.30-7.39 (5H.m) . 7.46 (2 
H.m) . 7.89 <2H.m) 

[00551 <**£I3> 

i - r 3- (o vn,******-^*/) roe 

Jb1-4-?P P-1H->f£^/r4. 5-c1*y 

3-TS/-4- [3- (W^^y^-^T 
57) Toe^7$/] -2-^DD^/'J>'0.12 
* ( 0 . 3 1 2mo\ ) fc: 1* !JX*Jlf h-***- 1* 0. 
5 2.1 (3.12wl) fctti.. 1 00T^rtt*l/C3. 
SIWBWWtfe. »5»**ET»«LT. 1- [3- 

c^yw^^rs/) towh -4- 

^DD-lH->f [4.5-c] */»JyO. 1 2 

g (0.304vol) fcSWfeffifrfc LT**r- u<0l 

[00 56] >H-NMR (CDC Is) 8 (prm) : 2. 
24 (2H.m) . 3.36 ( 2H. q. J =6. 41b) . 
4.67 (2H.t.J~7.0Ib) , 4.95 (lH.b 
r) . 5.14 (2H.s) . 7.31-7.39 (5H. 
m) . 7.6 2 OH.t. J = 7.8Hz) , 7.71 (1 
H.t, J = 7.8Hz) . 8.09 (lH.s) , 8. 1 3 

(IH.d. J=8.4Bz) . 8.21 (lH,d.J = 8. 
4 Hz) 

[0057] (*Ut«4) 

1- (3-T$7^otr/W> -4-^DD-lH->f$ 

r/r4.5- d#y>jy.|Mi tt^i£ 

i - [3- K^i;m^^^r$y) rot: 

-4-^OD-lH->f$^/ [4.5-c] *y 
»J^0.12K (0.304-dI) fcJMWcS-Wft [3 

3%] 3«i sari.5^raii?L3t. rass 
atf«wc«rifli^Do^Ar5s»ait^. eft 

(NaiSOO «****ET«*U Wfttr^U^y 

*y-A--3 2%B» ( 1 2 : 6 : 1 v/v) »£B»tt: 
-fcO. l-(3-7S/7DW -4-^do-1H 

— i$r* [4.5-c ] ^yyv-»jK«6o«(o. 
i87s»d t&n&mt lt**. c<otw>*5t 

«^-*tt&T<OiI>)Tfc*. 
[00 58] 1 H — NMR (CDsOD) * (pp.) : 1. 
9 4 (3H.s) . 2.3 9 (2H.m) , 3.12 (2 
H.t.J = 7.8Hz) . 4.82 ( 2H. t. J = 7. 2H 
z) . 7.70 (2H,m) . 7.97 (lH.d.J=8. 
OHx) ,8.27 (IH.d. J = 8.0Hz) , 8.4 1 
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(lH.s) 

[0059] mms) 

-ci*yu^- 4-T5>^ig 

1- (3-75/roW -4-^DD-l H->f $ 
[4.5-c Mtttt6 0« (0.187 

_ol ) **BEi«RJ6*£AiU **y-/H O.Ifttf 
JW5TF««cr>^T5«I^lni, X50T;fc«!*LT 

10 C»MLlN-^^^K'J^>WM0.5»l^Aii 

(3-7iyTQt;U) -1H- f 55V [4.5- 
c] V»JV-4-7$^l lag (0.04 5 5mo!) 
^«»fe»«tt*(inp:243-245T: (#*) ) 

*>*>. 

[0060] IR (KBr)csr» : 3320. 31 7 
0, 1650 

*H— NMR (DMSO-dt) * (pfm) : 1.93 (2 
20 H.m) , 2.57 ( 2 H. t . J = 6. 61b) . 4.64 

(2H.t. J=7.0te) . 6.55 (2H.s) . 7.2 
6 (1H. t. J = 7.2Bz) , 7.4 4 ( lH.t. J = 
7.41b). 7. 62(1 H.d. J=8.0Hz) . 8. 1 2 

( lH.d, J=8.0Hx) . 8.1 9 (lH.s) 

[0061] (mme) 

4 - T3- (tert-rh^^^il^TSy) 
iPT$yl -2-^DD-3--hD^/»jy^ 
2.4-y7ao-3--hD^/'jy0.59g (2. 
4 1wk>\) Xt^N- (tert-rh*^****^) - 
30 l,3-7n;^>?7$y0.42g (2.4 ImdI) tr 
hUXf-/PT5Vl 0«i«K 7 0TC«OW»LT1. 51* 

«^fl/yC»WL. *ifc. «Ht (NatSO«)ft* 

*»KU 4 - [3- ( tert- 7 Y *is#A,X=in,T 5 

y)roe;wr$y] -2-^00-3-— M**yy 

V0.6 1 g ( 1.6 O-ol) £lt&l$A (mp : 1 59 
-1 6 it:) fcLTfcfc. Z^hcoayji^mr-^tt 

40 [0062] IR (KBr)csr' : 331 0. 168 
0. 1580 

1 H—NMR (CDC Is) 8 (f>fm) : 1.5 0 (9H, 
s) . 1.77 (2H.m) . 3.27 (2H.q.J=6. 
1Hz) . 3.36 (2H.q. J-6.0Hz) . 4.82 
( lH.br ) . 7.37 ( 1 H.br) . 7.55 ( 1 

H.t.J = 7.8Rz) , 7.72 ( 1 H. t . J «7. 7H 

z) . 7.89 (lH,d.J=8.21te) . 8.27 (1 

H,d.J = 84te) 
[0063] <«l*7) 
50 3-T$y-4- T3- (iert-rh#^^^r 



(9) 



1 5 

4 - f 3- (icrt-rh^^^^ray) rot: 

/WT^yj -2-^QD-3-^hD^/^0.27 
8 (0.70-o!) *x*y-*7«lfc*JKU *HW 
r [113 • 2*10*0.5 5* (2.4 5«oJ) tMt I 

Cfclf. 7nn*/^T2®tt2fiU ftfr (*«*) . 
K»(Na»S0 4 )a. *flET***«£Lfc. Ha* 

^-IH&x** ( i ; i v/v) JMJWtfd 9*3- 

f 3- (Urt-rh^tf/l^X/PTS 

y) roe^r$y] - »jvo. isg 

(00 64] 'H-NMR (CDC li) 9 (pp«) : 1 . 
49 (9H.8) . 1.7 3 (2H.m) . 3.29 (2 
H. t. J = 6.2Hz) . 3.35 (2H.q.J = 6.0H 
z) . 4.28 (2H.bs) . 4.60 (lH.br) . 
4.75(lH.br), 7.4 4 (2H.m) , 7.8 7 

(IH.d. J=7.6lte) . 7.94 (lH.d.J = 7. 
6ttz) 

T00651 (Hlt098) 

1- (tert-rK#^^7$y) T 

3-T$/-4- [3- (tert-rh^^/P^— A^T 

$y) n^tr^r^y] -2-^DD^y';>-o. l 5 

g (0.4 28»ol) £HJX*-**/l'h*/lo<-h0. 
3 6.1 (2.1 4ubo!) frlDiT. 1 0 0XTC2*I3$ 
£C8 0TrCl*»*Lfc. »6ffl^Kl^«JET«i 

U ^DDt^A->^y-A. (150: 1 — 100 : 
lv/v) 1- [3 - (icrt-rh^^ 

^;^-^T5y ) me^] -4~;dd- ih->{ 
$^/[4,5-c]#/«;y0.14g (0.388» 
I) *S€itt5fc (m P : 155-1 56TT) t LXfk 

[0066 J 1R (KBr)cr' : 3 3 80. 168 
0. 1 520 

1 H-NMR (CDC Is) * (pp«) : 1.47 (9H. 
s). 2.22 (2H,m) . 3.30 (2H,q, J = 6. 
4Hz) . 4.68 (2H. t. J = 7.2H2) . 4.7 (1 
H.br) . 7.6 6 (lH,t,J = 7. 6Hz) .7.72 
(lH.t.J=7.6lte) . 8.09 (lH.s), 8.1 
6 (lH.d.J = 8.4lb) . 8.2 1 (lH.d.J = 
8.4Hz) 

100671 (mtW9) 

1- (3-T$/yoe7W) -4 -^DDHH->fj: 
^/r4.5-c1*y»J><r>*tf 
1 - [3- ( Urt - :T h * ist)fW=L*,T 5 / ) rot: 
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-4-^DD- 1 H— f $r*f [4.5-c] *J 
V>5 0*t (0.139«ol) *«t**P>3Mie* 
*U h!l7A^nmi0.1 lmJ (1.39«>1) 
iJMTl BW*L*. E****FF«»U Kit: 

^no*/PAT5B*ffiU JHi (NaiSO«) (ftMEE 

^*#o) Thv+*u-hLTm&i*niu 1- 

( 3-r$ yTrutr/w -4-^dd- i h-4 s^v 

10 [4.5-c]^y»J>'l 4^ (0.05 36-ol) £6 

[0068] IR(KBr)cr l : 3400. 159 
0, 1510 

•H-NMR (CDC Ij+CDiOD) 9 (*») : 2. 
06 (2H.ra) , 2.72 ( 2H, t, J =6.8Bz) . 
2.98 (2H.br) B 4.64 (2H.t.J = 7.0H 
z) . 7.57 (IH.t, J = 7.6fe) . 7.61 (1 
H.t.J«7.6fe) ,8.03(lHs),8.05 
20 (IH.d, J -8.0Hz) . 8.1 1 (lH,d.J«8. 
Oftr) 

too69] (mmio) 

i-(3-Tgy7prib) -iH->f^/r4.«; 
i- (3-r$yme/p) -4-;dd-ihhs 

^/[4.5-c] VJyi4« (0.0536aoI) 

*X>-*-T3*l*;ta;l % 1 5 0X:(£te»LTlWtf* 

30 U^A*»i«0.3»I^ftIiWa»^^llLT. 1- 
(3-75/70^) -1H-4 S^V [4.5- 
c] (0.03 3 l—ol) % 

[0070] («tmi) 

1 - [3- (tert-r r^SofrJi^x^TSy) TofcT 
40 ^]-4-^DO-lHM$r/[4.5-c]^/ 
'^3 0n (0.0831 mo!) klW^TSyiil 
1 5 0-UC^LT3lWa«fL^. *ffT3* 

i«k^^u>-c20ifcait^. ^wotttfoitaMc* 
-^^y^A★jg^rcrJ»L. (Natso«) it 

7??4-tZftL* 9UT3*fr±-jt9 S—fr ( l 5 
0: lv/v)«li»4HCjtO, 4-^>^T$y-l 

- [3- (tert-rh^iofr/M^x^rsy) rotr 
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(0.08 1 l«ol) *efe»*(mp: 17 1-17 

[00711 IB (K8r)cri : 3330. 170 
0. 1 590. 1 540 

'H-NMR (CDC I)) a (pp.) : 1.46 (9H. 
s) . 2.18 <2H.m) .3.25 (2H,m) . 4. 
5 7 (2H,t,J=7.0fe) , 4.64 (1 H.b 
r) . 4.9 5 (2H. d. J = 5.2fe) ,6.05 
(lH.br) . 7.26-7.36 (4H.m) . 7.4 
7 (2H,d, J = 7.6Hz) . 7. 51 (1 H. t.J = 
7.6lte) . 7.8 2 UH.s) . 7.92 (2H.t.J 

8.0Hz) 
(00721 (&mi2> 
, - ( y ^ptf/t,) - 1 >W 3^/ T4 . 5 

4- ^V^PTSy-l- [3- (tcrt-n^y 

tfrX-frT*;) me/n -ih->t arr [4, 

5- c]*y»J>'30.g(0.0695-»I) €r*K3. 

*Wfc/t55*>-*-** [20%] 0. 1 g 

(6:3: 1 v/v) OSm^fi^ 

rn-* »j &&Tm&zm L . 1- (3-r$/rDtr 
a-) -1H- r [4.5-c] *yy>— 4-r 

5>7« (0.0290«ol) *tt#fe»5fei: LT» 

(00731 immi3> 

4- f4- (tert-rK^^tC^TSy) 

TSy 1 - 2-^ap-3-^hD^r/'jytr)^ 
2,4-^DD-3--hD#/»;y0.72g (2. 

9 7»i)&i;n- (t^-rK^iofr/ptfx/p) - 

l,4-yr$/7f^0.56g (2.9 7«ol) £rh 
»jlf^7Syi 2.1 «K 7 OTCCJrtRLT 1 . 5*H3 

ran.*. «ffTw»L. mmzxittrisyizmm 

U 18* (MgSOOtt. *EE7»**«*L 
HSirn -*v**v-5*x«M*x— ' r;P ( 1 : 1 v/ 
v) TMJ^AW-hLTiFKU 4- [4- (ter 

^DD-3--hD^^0.97g (2.46«ol) 
fcJtfelfcfc (mp : 1 2 5— 1 2 6.5T:) LT» 

[00741 IR (KBr)ca-t : 3 34 0. 328 
0. 1 680. 1 540. 1 520 
1 H-NMR (CDCU) * (pp.) : 1.46 (9H. 
s). 1.63 (2H.m). 1.78(2H.m). 3. 
19(2H.q.J=6.4te). 3.47(2H.q.J = 
6.1Hz), 4.68<lH.br). 6.4 1 ( 1 H.b 
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r) . 7.52 (lH.t. J-7.7fa) . 7.74 (1 
H.t.J-7.8Hz) . 7.91 (lH.d.J-8.4H 
z) . 8.1 1 ( 1 H.d. J=8.4Hz) 
[00751 (9mMl4) 

3- T$y-4- f4- (Urt-7h*S**MK=*,T 

4- [4- ( tert- 7 V* is*»Utf-/UT £ J ) 7>/W 

r$y] -2-^oo-3-«bD^»jyo.5g 
(i.2 7«dd *x*y-/n smxtzmmu m<tr 

10 r [11J • 2MM1.0g (4.4 3«»1) *jd*i* 

nMSHKLfc. ej5«* 2 n -rytrr*:^ 

?oo*/PAT2®«imU fc* (***) * IB* (N 
aiSO«) flL *EET*«*«fcLfc. 

Rx*A- (2 : lv/v) SftHJHcJ: 0 B*ttfe$S*>* 

^nw^tt^x^x-^r h t; u~ b lx » 3 

-T$y-4- [4- (tert-yh#^#-^TS 
y) 7+)VT%J] -2-^DDVy^O. 1 2g 
(0.329»1) fcflttlftAfc LT#fc. COtW 
20 iHraf- * li^T^oai 0 T*> * * 

[0076] IR (KBr)cr 1 : 3270. 168 
0. 1 540. 760 

'H-NMR (CDC U) 8 (pp.) : 1.44 (9H. 
s) . 1.6 4 (4H.m) . 3.17 (2H,q,J = 6. 
Ote) . 3.27 (2H.t, J = 6.6fe) . 3.89 

(IH.br). 4.1 5 (2H.bs) . 4. 59(1 
H.br) . 7.4 7 (2H.m) . 7.77 ( 1 H.d. J 
= 7.6Hz) . 7.89 (lH.d. J = 7.2Hz) 

[00771 (£ltHl5) 

30 1- U- (tert-rh#y^r^r$y) 

AA -4^PD-lH-»f$^/f4.5-c1^ 
3-T5y-4- [4- (tert-^h^^/^^r 

$/) r^/pr^y] -2-;on^yyyo. 1 4 g 

(0.384—Dl)fcrh»JX fvMvW h - h 0 . 3 
2.1 (1.9 2«»i) fc&tf.* lOOXTfcrWRLTl* 

^/-^(150: 1-100: 1 v/v ) jgJiiWHC J: 

40 i - [4- (uyt-rh^tf/ptf—^rsy) r 

^] -4-^DD-lH-^$^/(4.5-c3 ^ 
/'^0.12g (0.321— >1) ^»Wfe»^(m 
P : 148-1 50TC) tLTtot:. Z*>i> 

[00781 IR (KBr)cr> : 1 695. 1510 
'H-NMR (CDC la) 8 (pp.) :1.42(9H, 
s) . 1.6 2 (2H.m> ,2.06 ( 2H.ro > .3. 
21 (2H.q. J=6.4Hz) . 4.58 (1 H.b 
r) . 4.65 (2H. t.J=7.4ttz) . 7.66 (1 
50 H.t. J = 7.2Hz) , 7.72 ( 1 H. t. J = 7.6H 
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x) . 8.02 (lH.s) . 8.1 3 (1 H.d.J 
4te) . 8.21 (IH.d. J-8.2Hz) 

[oo79] (msmie) 

1- [4- (tert-yh^r^A^^T^y) 

-4-;qd- 1 H-4 [4.5-c] *y 
■^O.lOg (0.2 6 7—&I) *ttfcXf-PV6Bl& 
**U MJ7**oBfl|0.21al (2.67«>1) * 

ci N-*iifc^hyi>A*^2«ijir^AttWct*it 

T;pp^T 5 SfctfJ L . tttt (NatS04) mt 
- U-rsyy^/W -4 -;dd- 1 f $ 

[4.5-c] *JVVA 5«g (0.1 6 4-ol) fr»ff 

«B3fetLTii^* r<ofco< ofl j t w r -* metro 

[0080] IR(KBr)cr»:3400, 295 
0. 1 670. 1 520. 1 360 
1 H-NMR (CDC la) * <*») : 1.51 (2H. 
m) . 1.9 6 (2H.m) .2.66 (2H. t. J -7. 
2Hz) . 3.03 (2H.bs) . 4.53 (2H.t.J 
-7. 41b) t 7.56 (lH.t, J = 7.4fe) . 7.6 
0 (lH.t.J = 7.5Hz) . 7.9 7 (lH.s) , 8. 
02 (lH.d.J=6.4te) . 8.04 (lH,d.J = 
6.4Hz) 

[oo8i] (mrnii) 

l- (4-r$yr^i -ih ^ g^rr*.-;- 

1- (4-7S/7W -4-^DD-lH- f 5^ 
y[4.5-c]^yy>'40«f (0.146»1) *if 

>^-T4»l*;to;U 1 50XUCifflftLT l Wtff t 

lN^*t^^Ht)^-Mc«to.5«l%Jtei^ ffrai 

^^ut^y-/w^^wttLT. i-u-rs 
yr*;w - 1 h-4 srv [4. 5-c ] *y y>- 

4«g (0.0 54 8— ol) *&*l*&filA 

(mp : 227-230. 5r (#*> ) fc LTWfc. 

[0082] IR (KBr)o-> : 3340. 318 
0. 1 650. 1 530. 1400 
'H-NMR (DMSO-di) * (p—) : 1.30 (2 
H.br) . 1.39 (2H.m) . 1.89 (2H. 
m) . 2.5 5 (2H. t, J-6.8H2) . 4.59(2 
H.t.J = 7.0H2) , 6.56 (2H.bs) . 7.26 

(lH.t.J«7.4lte) . 7.44 (lH.t.J«7. 
7Bz) . 7.62 (lH.d.J = 8.0Hx) . 8.05 
(lH.d.J=8.0Hz) . 8.19 (lH.s) 
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r0083] (XH0V18) 

4-^VS^T$y-l-r4- (btrt-7h*^A, 

1 - [4- (tert-rh^a/Ml^TSy) -f+ 
AO H— f S^V [4.5-c] *y 
U>7 0«f (0. 1 8 7»1) £<^&*T£ V2al* 
JBjU 1 5 0X:Cffl»LT3^flaW?L)t. WETUff 

io i«k^^u>-r2B»aiL^. 

*MJ****tT**u e*t (NaiscMiaK * 

f^y*— fciftU 7oo*rt^-*^y— /Ml 5 

o: iv*>iuw»cjt9. 4-*o^r$y-i 
- [4- (tcrt-rh^^^jn^r$y) t^jw 
-1H-- f $rV[4.5-c]*yyv79«(0.i 

77«d1) *&fc»5fc (mp : 1 51—153. 5T:> 

20 [0084] IR (KBr)cf» : 3380. 331 
0. 2930. 1680. 1595. 1540. 124 
5. 1160 

'H-NMR (CDClt) * (m) : 1.42(9H. 
«) . 1.58 (2H,m) .2.02 (2H.m) . 3. 
18 (2H.m) . 4.55 ( 2H. t. J = 7.4Hx) . 
4.5 5 (lH.br) . 4.9 5 (2H.d,J = 5.6H 
2) . 6.03 OH.t. J»5.6Hz) . 7.23-7. 
36 (4H.m) . 7.47 (2H.d, J=7.6Bz) . 
7.5 1 (lH.t.J=7.8H2) . 7.7 5 ( 1 H. 
30 s) . 7.90 (2H,d, J=8.0fe) 
[0085] (»M19) 

l-f4-Tgy^) -1H->f^/f4.S- 
4-^V>?;WT$y-l- [4- (Url-T^*^** 

tf-^rsy) -iH->f srv [4.5- 

cj*y»/>67*g(0.1 5 0— ol) t-¥tt5«l«* 

ml. *8t<t>^i"yj»-ptm [ 2 o%] o.i5g( 

frli 2 BTOttlfcKttL^. BGBXtmU KET3MC 

(6 : 3 : lv/v) 0 BW**>IW«*#. 

TA^UJOTLTOflfrltfaXU l-(4-7S/rt 

no -1H-- f [4.5-c] ^yyv-4-r 

^14« (0. 0 54 8-oD tmMGBIkbLT* 

[0086] (»M2 0) 

1- T3- f T4- (^^^XK4F^> 

\U£kZ£±lkl 7? yi ^n ^i - 1 H-**^r 

0 [4 t 5-cU/uy-4-753^# 
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a) ?oo|«0.10g (].1M>I) (3 ^y-iK10: 1 v/v) r 4 Btt^L^ «MI€^ 

-rsyrot^) -ih-<s^/[4.5-c]# **rfc»U «a* (Naiso^nt *ETW«*« 

yiJ> ,_ 4 - 7$ y0.24g <l-ol) *N.N->^ £Lfc. R*«r^y^y^5A^OVhr97-f-«C 

f^*/l-AT$K3 0«Ifc»5U 1- ftU ^DDt^-^^y-/K8: lv/v)JM» 

(EDC!) 0.29* (1.5»ol) t^TMari T h h LTfrTOU 1 - [3- (T^UA-T 

^od^-^^/-^(10: lv/v)T3EHttii U V-4-T 5 yO. 1 4 * (0.4 74-ol) frMTfe 

Lfc. *Wi**«WrCfc*U fc*(NaiSO«) »*(wp: 17 3-1 7 51C) LTWfc- £**>*) 
t*. «£EF*K*«*l/C\ 1- [3- [ (^onT-t 10 O^jttWx-^aHT^Or^* 

^/P) T5/]rotTiH -1H-- f 5r*/[4 > 5- [0090) IR(KBr)cr> : 3330, 320 

c]#yu>-4-T5^a±j«iifr»^. zvxt* o. 1630. 1525 

mt^lS^t:^ mttrtZ4X(OBU^zm^. *H-NMR (CDC Is) * <*») :2.?5(2H. 

[O0871 b) a)T»£ftfcl~ [3- [ (7o m) . 3.47 (2H,q P J=6. 5lte) > 4.61 <2 

DTt ^) T ^y] mt^] -1H-4 SrV H,t,J = 7.0Hz) , 5.47 <2H.b») , 5.7 

[4.5-c]^y»JV-4-T5V^«^«1lltX^ (IH.br), 5.71 (lH.d, J = 10.4lb) . 

S-fr5wUzmmL 4-(^'7x^^)e^ 6.09(lH,dd.J=16.8. 10.4Bz).6.3 

ijyV-mO.Ug (0.4 72-ol)*MHft* 2 ( 1H, d, J=l 6.8Hz) ,7.33 (1H,1,J = 

»tfU^48mg (0. 566-oD SiDi.. 7* 7.6Hz) , 7.5 3 ( 1 H, t. J =7.8te) . 7.83 

nt»»suc. *w»«ii/c»*, ratKBT 20 <iH ? d.j=8.4te) , 7.92 uh.s> . 7.9 

mmLt:. wtewtiYfrti^Mv^yr^y 3 (m.d, j=8.2hz) 

fctfU ;on^^;/^(30 : 1-20: (0091) (WW22) 

iv/v)»mw^c-ko. i-[3-[[4-(^7x i — r?— r r*- i^^hw zoaas 

-/px - 1 -if^'j^w^] ray] r wirrvnsAM rsyi yo^l -ih— J 3 
oeno -lH-^s^/[4,5-c]#y^-4 r4»5~<0 ^/V/"4-T^^hIS 

-T$>-20.g(0.0364-Dl) **m&tMtb 1- [3- (T^U^/)TD^] - 1 IW 5 

LT»*. ClOt Oc^HC^^^^XFOjI 0 T*> W [4. 5- c ] V V-4-T5 >-0. 1 2 8 

(0.406m>1) £x*y— jH 0»1CJ»*U 4- 

[O088I IR(KBr)cr':3320. 165 (y7x-^h^^) B^W S^V * M0. 1 3 8 
0, 1 525, 1070, 700 30 ( 0.4 2 7»l ) ACflNIMc*** h !> *>*3Bl ( 0. 

'H-NMR (CDC la) 6 (pp«) : 1.70 ( 2H, 4 4 7-ol > fcjni.. lftWSWlfc. TWUlt^l 
m). 1.86 <2H.m), 2.19 (2H.m). 2. *»**»U WteTfrZ+tl^rw 

27 (2H.t,J = l 0.4Hz) .2.74 (2H. h 7 * -fcf* Lfc . ?00*JW*-**y--/M4 

m) . 2.98 (2H.s) . 3.39 (2H'.q. J-6. 0 : 1 v/v) ftR&SftCl 9 Sfl9Jto£**>, **V£ft 

5 Hz) , 3.45 ( lH.m) . 4.54 (2H.t.J = X.-WCh V + jlU- h LX&nL . 1- [3- 

7.0Hz) . 5.4 9 (lH.s) . 5.6 0 (2H,b t [4- (y7x^>Kx) - 1 -tf*!J5>;<TO 

s) , 7.21-7.36 (lOH.m) ,7.38 (1 /ty-fAO 7^]Toe^] -1H-4 5*Y[4, 

H,t,J=7.2Hz) . 7.51 UH,t, J-7.7H 5 - c ] *y V >-4 -T5 V7 5«g ( 0. 1 3 3-o 

z) . 7.8 2 (lH.d.J«8.2te) . 7.89 (1 1) *WH&»3fc <m P : 1 7 8-1 8 2t:) ktt» 
H.s) , 7.90 (lH.d. J=8.0Hz) 40 /i. ^Otm^Hfi^-^ttiaT^IOtW. 

[00891 <»fcH21) [0092) I R (KBr)cr 1 : 3330, 320 

I - [ 3- TTrtT/H -1H->T $ 0. 1640. 1530. 1080. 700 

r*f T4.5~c1 »yjy~4-T$^l£ »H-NMR (CDC It) * (pp«) : 1.61 <2H. 

1- (3-7$/TOW -1H-4 5^/ [4,5 m) . 1.84 (2H.m) .2.13 (2H.m> . 2. 

-c]^/yy-4-7$^0.24g ( 1— ol) £N. 2 0 (2H.ra) .2.38 ( 2H. t . J ~6.0fe) . 

N-S^*n,*/W^T$F3 0il«WU 2.54 (2H. t. J~6.0Hz) . 2.74 (2H, 

7 5*1 (I.IbboI) JUF1- (3-x>t^7S/r in). 5.48 (lH,s) , 7.21-7.54(11 

oe*) - 3 -3L+frtjn,*i?4 5 F » «n»i 0.29 H.m) .7.51 ( 1 H. t , J «7. 7Hr) . 7.83 

s (i.5»oi) *mtmmx3.5mmmm,tz. ac <iH.d.j=8.4Hx) . 7.91 oh.s) . 7.9 

«t^jc^lDi. 7oo*/UATlB. ;dd*U-^ 50 4 (lH.d.J=8.4Hz) . 8.68 (IH.br) 
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[0093) (XMM23) 

i- f4- (r ^Uiursy) -ih^ts/ 
l- (4-r$y^^) -ih-4 s^vu.5- 

c] *SVy-4-T$>0.26g (Ihd!) *N,N 

-^^n^^AT5F3o«JCJBiL. r^yn«7 
su\ (l.i-Di)atfi- (3-y>w^rn 

tf/W) - 3 -X*/Mr*#>M $ K • M8B0 . 2 9 s 
( 1 . 5wm\ ) **£S*T1 Wttff Ltz. fiUCfcfc* 

zmt* ^ DD*^t i a? dd^a-> ^ 

S-H> ( 1 0 : 1 v/v) T4©ttH5L*:. 
*Tifc*U tig (NaiSOO tt. **ffF***«* 

?OOjfr/W-fc->*y— A* (10: 1^8 : 1 v/ 
^m&hHzX*). l-[4-(T7*JA>T$S)7 
-1H-4 SrV[4.5-c]*yyv-4- 
T5y90mg (0. 29 1 mm o 1 > 
(mp : 17 6-1 78*0 fcLTfcfc. 

[0094] IR (KBr) car* : 3320, 320 
0. 1 640, 1 530 

1 H — NMR (CDC It) * (PP«) : 1.65 (211, 
m) . 2.04 (2H.m). 3.4 0 ( 2H. q, J = 6. 
7te) . 4.58 <2H,t, J = 7.2Hz) , 5.50 

(2H.br). 5.52<lH.br), 5.65(1 
H.d. J = l 0.2Hz).6.03 (lH.dd.J = 16. 
8. 10.4b), 6.27 ( lH.d,J = l 7. OB 
z) . 7.3 3 (lH,t,J-7.6fe) . 7.53 (1 
H.t. J = 7.7te) . 7.8 3 (lH.s). 7.8 3 

UH.d.J=8.6Hz) . 7.9 3 (lH.d,J = 8. 
4 Hz) 

[0095] <XJtfl24) 

1 ~ T4- f f4- (y7x^^V) 

i- [4- (T^»j/pr$y) -iHH$r 

V [ 4 . 5 - c ] *y 9 y-4 -T $ 5<8 5«g (0.27 
5-ol) *X*y-*7.1fc:»J||U 4 - (y'7x^ 
* h*^) tf^y ^>*«mi8 8B8 (0.288-O 
l)A^«IMcXth>j^25«(0.302»l) £ 
20* > IWMBMLfc. LTW*. Hi 

ftt*:. ^OD^-^^y-jKSO: lv/v)» 
0 BW****>. **«3H*x--r*T h y 
^AP-hLTCTXU 1- [4- r [4- (y'7xi 

7**1 -1H-4 $rV [4.5-c] #y»l>-4 
-7$>'48«s(0.0832«)l) fcQfyjfcfc (m 
P : 174-176TC) LTlt*^ COtWHHtT 
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[0096] IR (KBr)cr' : 3370. 310 
0. 2950, 1640, 1 530. 1 090. 75 
0. 705 

1 H — NMR (CDClj) * (pfm) : 1.4 8-1.6 
3(4H.m). 1.77(2H.m), 2.01 (4H, 
■) , 2.30 (2H. t. J = 6.0Hz) , 2.44 (2 
H.t, J-6.0fe) .2.63 (2H.m) . 3.28 
(2H.q, J = 6.5Hz) , 3.37 (lH.m) . 4.5 
6 (2H,t, J = 7.2Bz) , 5.42(2H,bs). 
10 5.4 7 (1H,S) , 7.21-7.35 (1 1 H. 
m) , 7.51 ( 1H. t.J = 7.7fe) , 7181 (1 
H,s ) . 7.82 ( 1 H,d, J = 8.01b) .7.92 
<lH,d,J»8.0Hz) , 8.58(lH t br) 
[0097] (gftM25) 

1- f3- T 14- T (4-?PP7x~A0 y*=UU 

O^l 5^/f4.5-c1 *S*Jy-4 

1- [3- (T^UA'TSV) Toen^j »lH-^$ 
2D r*/t4.5-c]^yyv-4-TS>'50«(0.1 
6 9bm>1) *X*y-*5allcM*U 4- [ {4-9 
nn7x-^) 7i-^h^y] tr^llS^ • ttltt* 
6 0as (0. 1 7 8»1) 2Uftaft*S'*-MJ'?4> 1 6b 
g (0.186-oD €rJDi."ClBH«W5L^. 

( 4 O : 1 v/v) »MHHc J: 9BWft«fca^ SttS 
^x-f;PTh»JtaU- hLTHKU 1 - [3- 
[ [4- t (4-;DD7i^) 7x-^ 

30 -l-e^tr^>^ro/ty>f/w3 r$y] 7-otr^3 - 
1 H->f$r/[4,5-c] VJ>-4-7$^4 
0«g (0.06 6 9-oD *afe»5fe (mp:170- 
17 2.5X2) fcLTfcfc. :^«w«f»^ 

[0O98] IR(KBr)cr' :3320, 320 
0. 2940. 1640. 1530. 1080 
1 H — NMR (CDC I j ) d (pp.) : 1.59 (2H. 
m) . 1.81 (2H.m) . 2. 1 3 (2H.m) . 2. 
20 (2H.ra) . 2.37 ( 2 H. i , J - 6 . 0Hz) . 
40 2.54 (2H. t.J-5.8Hz) . 2.72 (2H. 
m) . 3.37 (2H,q. J=6.4Hz) , 3.40 (1 
H.m) . 4.59 (2H,t. J=7.0Hz) . 5.43 
(lH.s). 5.45(2H.bs). 7.23-7.3 
4 (1 OH.m) . 7.5 1 ( 1 H, t . J =7. 6Hz) . 
7.83 ( 1 H.d, J=8.4Hz) . 7.91 ( 1 H. 
s) . 7.94 ( lH.d, J=8.4Hz) . 8.59 (1 
H.b r) 

[0099] (*ft*l26) 

1- r 3— (4-^DD/ W/^7$y) tmhT 

50 -iH->r$^/r4-5-ci^y>;>-4-T 
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1 - (3-T5yTottW> -1H-- ' f 55^/ [4.5 
-c] *)y- 4 -TSV 0.24 « ( 1— ol) *N. 
N-^f-A'*/l'*T5F3 0«lfcSSU 
SlftO.l 111 (l.l-ol)fttM- (3-5fci**T 
= yTDtTA/) - 3 -X-^/lo&A'sKS'M 5 F - EMM 
0.29k <1.5-ol) *;to;t^"Clft!IffLfc. R 
§Wx**T3lHltta5L*:. ?m 

***x-T**£^TFy**U- 10 
M/C**HU 1 ~ 13- i4-9XMUV79S4VT 
= y) roe/H -lH-f$r/[4.5-c]^y 
|J>— 4-T5X30« (0.0867-ol) 

[01 00] IR (KBr)ar> : 33 30, 32 0 
0. 1 650. 1 530 

■H-NMR ( DM SO-ds ) * <pp«> : 1.91-2. 

04 (4H.m) . 2.26 ( 2H. t , J = 7.4fe) . 
3.12 (2H.q.J = 6.2fe) , 3.64 (2H.t. 20 
J = 6.6Hz) . 4.59 (2H.t. J = 6.8lte) . 6. 

5 8 (2H.br) . 7.2 6 (lH.t. J = 7.4B 
z) . 7.4 5 (lH.t.J = 7.8te) . 7.62 <1 
H.d. J=8.0Hz) , 8.03 ( lH.d, J = 7.6H 
2) . 8.0 5 (1 H.b r ) . 8.20 (lH.s) 

[0101] (£Jt0*27) 

l- r3- r T4- (y^ii^K^) -i-e^ 
vvy-f*sA rs j 1 rn^i - 1 h-^ $r 
2: f4.5-d ^y>jy-4-rsy^g 
1-13- (4-^oD7pr^y>f/PT5y) ~m\i 30 

/W] -1H-4 S^V [4,5-c] *yyv-4-r 
Sy2 5« (0. 0722-oD . 4- (Sfyx^Ar* 
F*>-) ^>;2/>«K>4 4« (0. J 44— o!) 
ftl/#itoy^4 0« (0.28 9— ol) £N.N-$^ 
^t/U*^A7S F3«l«**t\ 1 0 0*C13W*LT 81* 

asu «at <Na,sof ) m, nETmnzm*Ltz. 

uftrt,A-X?S—fr (1 50: 1—70 : Iv/v) » 
«B^fc: J: 0 gm^. »««*«x-^T F U 40 
faU-Mt. 1- [3- [ [4- (y7i^h 

*>-) - 1 -^vtsyy? s4n>] rsyj ret 

-1H-4 $//[4,5-c]^y^-4-T 
SV1 5« (0.0 26 0-oD *fifc»3fc (mp : 1 

58— i62.5x:) bLxwz. z<r>h<r*ry*i&m 

[0102] IR (KBr)a' 1 : 3200. 164 
0. 1 530. 1 070. 700 
1 H — NMR (CDCls) d ivtm) : 1.62 (2H. 
m) . 1.7 7 (4H.m) . 2. 1 0 (2H.m) . 2. 50 
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1 9 (2H.m) . 2.29 ( 2H. t . J -7. 0Hz) . 
2.34 (2H.t. J«6.4fe) . 2.69 (2H. 
m) . 3.35 (2H.q.J=6.5fe) . 3.40 (1 
H,m) ; 4.58 (2H.t.J = 7.0Hz) .5.45 
(2H.bs). 5.47(lH.s). 7.19-7.3 
4 (1 IH.m) .7.51 (lH.t.J=7.7Hz) . 
7.82 (lH.t.J«8.4fe) . 7.92 ( 1 H. 
s) . 7.93 (lH.d. J=8.2fe) 
[0103] <*ft*28) 

1 - T 3- (6-»np^^y^7$y) roe 
rt,l ^lH^S^/r4.5-c1^yi)>-4-T 

i- (3-rsyrotriP) -ih— r s^v [4.5 

-c] *yU>—4-TSy0.3 2s (1.33-ol) 
fcN,N-S^f^/W k T$F4 0alfc*SU 5- 
^DD««0.15ii (1.4 6— oI)&tM- (3- 

«mio.38s (1.99-dD **n*jeari*ii 

oo4;/W>-**>'-A' (10: Iv/v) T20WBL 
fc. 1HM****T1!»U (NatSOOIfc* 
^SltEETMcU:. aaE^x-T-^r h »J * a l— 
hl/CIVU 1- [3- (5-^onn^v^y>fiP 

ray) roevn -i h— f $rv[4.5-c] * 

yU^-4-TSVO.l 6g (0.44 5— ol) 

[0104] IR (KBr)cr 1 :34 7 0 , 3 2 9 
0. 1650. 1525. 1395 
1 H — NMR (DMSO-de) * (ww) : 1.62 (2 
H.m) . 1.70(2H.m). 2.00 (2H.t.J = 
7.0Hz). 2.12 (2H.t.J«7.4Ht) , 3.12 

(2H.q. J=6.3Hz) . 3.62 (2H. t. J = 6. 
2fe) .4.59 (2H. t. J = 6.9Hz> . 6.6 1 

(2H.bs) . 7.2 6 ( IH.t. J-7.6H2) . 7. 
4 5 (lH.t. J = 7.8Rz) . 7.63(lH.d.J* 
8.4Hz) . 7.98 (lH.br) , 8.04 (lH.d. 
J =8.2Hz) . 8.2 1 ( 1 H.s) 

[0105] (*StW29) 

1 - T3- T T4- (y'7x-^h^y) - 1-tf* 

vz?y<jy*/4A,} r$yl td^I -i H->f $ 

r-/ f4.5-cl#y>JV-4-T$XO^tft 

l - [3- (5-;dd;ia^/^7$/) rotr 

;H -iH->r r4.5-c]^y»;>-4-T 

S^50« (0. 1 39— ol) , 4- (y7x-/Mh 
^^) tr'<U> ? >' «IWa4 2«g (0.1 3 9— ol) a 
lXH«^U^A58«g(0.4 1 7— ol) ^N.N-y^ 
f/P^ATS F3«I»W. 1 0 0T:C>WILT7l«a 
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10 



?X>UitfrJ»-*9 J-IV ( 1 0 0 : 1 — 7 0 : 1 v/ 
rhU^AU-hLTrKL. l-[3-[[4-(^ 

$y] td^] -iH->f $rv [4,5-cj*y 

i;v-4-T5^2O«g(0. 0338«ol) 
3fc(mp: 15 2-15 4T:) LT»fc. ^tW) 

[01061 IR ( KB r ) car 1 : 3330, 3 20 

0. 2940. 1640. 1 530. 1070, 700 
iH-NMR (CDC Is) * (pp.) : 1.50 (2H. 
m) . 1.6 4 (2H..).1.6 9 (2H,m) .1.84 

(2H.m) . 2.08 (2H.m) . 2.19 (2H. 
m) , 2.20 (2H,t. J-7.4H*) . 2.30 (2 
H,t, J=7.2Hz) . 2.70 (2H.m) . 3.36 

<2H.q. J=6.5Rz) . 3.4 1 (1 H.m) .4.5 
7 (2H.t.J = 7.0Hz) . 5.45 (2H.bs) . 
5.49 (IH.s) . 5.94 ( 1 H. t . J= 5.8H 
z) . 7.21-7.37 (1 lH.m) . 7.52 ( 1 H. 
t,J = 7.7Hz) . 7.83 (IH.d, J=8.4Hx) . 
7.90 (1H.6) . 7.92 ( 1 H,d.J = 8.4Hz) 

[0107] <**«30) 

i - Liz: < 6 - 7v&s*'+s4frT s J ) roe 
i- (3-r$yrow -i n-4 srv [4.5 

-c] ^yjy-4-T^0.24g ( l-ol) *N. 
N-y7f K3 OilCKIl, 

^Td>H0. 21s ( l.l-ol) xim- (3-^ 
f/PTS/TDtr^) -3-X*A^/M*SM $ F • a 
IW0.29g (1.5-dD aariwiffL 

^ asac*** zmzjmx.+frT 2 sura L . e 

* (NaiSO«) «L «ffT»«t«^L^. IMtfcX 
*>£*T h U V— h LTJTKU 1 - [3 
- (6-7o^t/^^7$y) TD^] -1H 
-A 5*^/ [4.5-c] ^yUV-4-T$^5 0«g 
(0.1 2 0-oI) $^efe»*fcLTftt:. ^OtO 

[0108] IR (KBr)cr 1 : 3330. 320 
0. 1 540. 1 540. 1 395 
1 H-NMR (DMSO-de) * (pp«) : 1.36 (2 
H.m), 1.52 <2H.m) . 1.70(2H.m). 
2.00 (2H.m) . 2. 1 0 ( 2H. t . J = 7. OB 
z) . 3. 11 (2 H.m). 3.60(2H.t.J = 6. * 

y^^y^^u-h (sp-20) 
SVxf-j'tt-f yrrotr* (ipm) 
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*8te) . 4.59 <2H.t.J-7.0fe> . 6.56 
(2H.bs) . 7.25 (1H. t. J-7.4fe) . 7. 
44 (lH.t,J = 7.4Hz) .7.62 <lH,d.J = 
7.8Hz) , 7.95 (lH.br) , 8.03 (IH.d. 
J=7.4Hz) . 8.20 (IH.s) 
[0109] (&JtM31) 

f4- (^z^^l-l-^ 

^/f4.5-c1#/'JV-4-T$>^tf 

i- [3- (6-ro^^y-f^Tsy) 
n^] -iH— <5^/r4.5-c]^yyy-4-r 

5«g (0. 1 08-ol) . 4- (S^xX/loCf* 
*£✓) t*"ty$?> •«IW6 5« (0.21.5»I)& 
lXJHfc*y>A5 9.i (0.430-01 ) *N.N->?X 
*7l*fc/W»T$F3«14\ 1 0 0*C(r^LT8«3Hf 
*?Lfc. RJ^C^c«:*Ii^oo^j£.T2BlttiSL. 
teff (NatSCM ft. «ffF»IK€r«*L^. SB* 

A-^y-^(150 : 1— 70 : lv/v) ftftSft 

-hLTTOU 1- [3- [ [4- (x7x^> 

=¥^) -l -tr^ys^Au^y-f r$ v] rotr 
jH -ih-> f $rvu.5-c] ^/yy-4-7 

5V28«* (0.04 62-oD »M^(mp : 
1 5 1-1 5 5TC) LTW*. wOtOOiHKWr 

[0110} IR (KBr)cr 1 : 3330, 294 
0. 1630. 1540. 1070, 700 
'H-NMR (CDC Is) a (pp.) : 1.3 1 (2H. 
m) . 1.48 (2H,m). 1.63 (2H.m). 1. 
70 (2H,m) . 1.86 (2H,in) , 2.07 (2 
H.m) , 2.1 7 (2H.t. J = 7.6Hz) ,2.20 
(2H.m) . 2.27 (2H. t. J = 7. 6Hz) . 2.7 
1 (2H.m). 3.37 (2H.q. J = 6.5Hz) . 3. 
42 (lH.m) . 4.57 ( 2 H, t , J -6 . 8Hz) . 
5.45(2H.bs). 5.50(lH,s). 5.62 
(lH.t,J=6.0Hz) , 7.21-7.37 (UH. 
m) . 7.5 3 ( lH.t.J=7.7ttz) . 7.8 3 (1 
H.d. J = 8.4fe) . 7.9 0 ( 1 H. s ) . 7.9 3 
( IH.d. J=8.2Hz) 
[0111] (»tW32) 

9 HULA:. 



30 



40 



0.2g 
2.0s 
0.4s 
7.4« 
10.0k 

[oi 12} 80-cizM*Lt:v**:r>*s5*>i,-my>mb (sp-20) 2«t:*iWMl:^io.2Kt-lDiJa 
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M) 0.4 af««**l!l<80T:) LX 

[01 1 3] <*t«Wl) 

2%4 5** F«C«*>ffcfc 

s ot:(2H»U:4 vxfr y >« 5 g c*S8$tt4 9 

888 1 5C£tt<02firC£J*Lfc-f 5**F0. 5 g 
€rJSDi.«l?«ML^ 10*** (80*0 LX 

iav^efeV-feU^l 9.5**jtoi.* IWfLWI 

[01 14] (itt*W2) 

0. 1 2%U Vro^ViKff (^y^FWK) 

[0115] <£K*I33> 

mm** 

f«300-600g*>l«. Hart I ey^m 
•rF (JPA5fe:/^U-) *«HLfc. CTtfrfcttT. 
I sh i i h (Natnyir5ctaiedebers's Arch. Pharaaco 
1.. 332.219-223.1986) tzX 0«ft$^^<:— «fc 

fc. 3 7T:icUoa L*:5*»fr (Krebs bicarbonat 

ejtiNaC! 118.1*. CaCli 2.5*. K 
HiPO# 1.2*. KC I 4.6*. MgSOi 1.0 
*. NaHCOj 2 5*. glucose 1 1 . 1 *. P 
H : 7.6 5) *^L*10«IV^*;*£«4>t3M 
U 9 5%Ot. 5%COtO«*#;itrJ15*L*:. 

^fa-t- (NEC San-ei,Type 45196A) RXtm 
(NEC San-ei.Type 1236) %1tlX4> 
?m\s9+n-y- (RIKAD0KI R-50) ilC^ttLfc. 
[0116] »*iiHWl incubation LXaM>bJ** 
5 V ( 1 0-*M) ^«^LT«BRi5lr»^, ZtiZtti 

fc. wwb^tt«r2o^ffn»jwL. MMb&iwM-w 
[0117] tx^$>roiMtt±*«a*t:. 4£ 

**F ( 1 --f yrtrt'- 1 H-4 [4.5- 
(DMSOOV^jr^SIWrCi^^aWOiO. 

1%) 

[0118] (2) em 

r UMHBKOb A? a V<X»£ 5 0%W!Itit 
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itft£*">mR ( i Cbttt) *«t*« i 

«22. 24. 27. 2 9JUf3 1tf>ft£1Wiy7x>' 

[01 19] 
[HI] 

SI 





fttx^i (I c; 








1.5xlO- f M 


»M2 2 


3.4xlO- f M 


Wi«2 4 


4.0x1 0'M 


*»*2 7 


1.9xlO"M 


»M2 9 


3. 4xlO- f M 


MM31 


2.2xlO-'M 



[0120] ( 



34) 



<1)MK&£ 

ttWi4an<oBa i b/c7^^ (H) ea^pr 
2D <*)J:0IIAU 

[0121]O^-t 
0 . 9%ttfc* F y <rioWS«2 O.IC^ 9 *br 
d ( Dermtcphagoi despto-onywi nus : International B 
iologicals.inc.;Lot. Mo. 14679) 1 gfrat&BL. 30«l 
^^X-KyMC^UiWOT, 4 0 00-4 5 

ooiraT^e^-J-rxL* (waiTFX^i^ * 

30 C»U SaT3 5 0 0TpaT55MM€:fTVV ±»fr 
WoatJWlSfrL* (*fcA) . 2EH19* 
^ktr-toX. »*B. *|*C*#fc. *«* (RO 
*) T+#ft*L*i9*fR <Z*>«(«:> : Seamless C 
ellulose Tubifmg) C »»A. B, C trZMtlMX 

U 4 xrro . 9 h v ^ A^c»»tr^LX— 

Wn?*fT->*. 580fH7tt. ««A. B, 
>*9%M?k'9V>*9%W&'t F (Protein assay Reajen 
t BCA Kit : PIERCE. Inc. ) T»£U #^^fflffll€: 5 0 

40 hy^A*«^IT»IILn:. C*t^«03««€:ai^UX 
1 Sil^UToei/yfWCl Oairo^Htl^ 
r~0W»»tL^:. wO»*ii0^^±T-8OXTC 

[oi 22] oa^&t^B 

») ^ffiVK V»>X<D!TO^«Tfe:C^>«««r200Ml» 
^T^dktcJ:->Xff^K:. CO»Wf^T»iaaW€r 

50 [0123)«C«itt@«^21B»C. 0.9X«t 
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1- h V KrJ**»m?2 0 0 u*/m\ 

(0124) o& imRBLvmmm**>mm 

iz&Mtvmit:. rsjttLfc&frttl 0%+1bt*fi>v» 
tJW2«±^r<02^WTl7o^)\ fltttfMRSfctX? 

nan <4oo&)?* i cwr i ct^^t *)<mmamt: 

[oi 25} fmm (%) - < (»«^»oi»wft 
ft) ) xioo 

lot 26] vzmumnwm 

Htt«3 2<0^ttfclJ: r>ff»Lfc. 
(01 27)©WWJMKfr£ 

: Occltsive dressing technique* 
«2 
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* (ODT) ) 

(Johnson I Johnson MEDICAL IN 

*U:. fi«*i-eSn:050s«hL. «*x*>?x 
-tUmTOX 3 C*BttB J: 0 3 Bf&m L*. 

[0128) mama^maB (msmnt) -wsslb 

(nam) 
[oi29] <2)mm 

2%j §**kr*. msm(t^m<o2%9xm. o. i 

[0130] 
[*2] 



S4M 



Mm 



mm 



0. 12XCT»V<»/*»/>iHft 







0.33*6.33 








519.8*129.96 




164.0* 3122 


70.37 


237. B* 59176 


54.29 


281.6* 60.64 


48.67 



[01311 



* * [«3] 



MM 




&»K*(«/csO 




#SS CtoO 




12.60*3.00 




MM 








IWWI (COBt) 




371.42* 71.03 








217. 40± 88.51 


41.46 


»M2 40ftMI (2MW) 




61.30* 1LU 


S3. 36 


*JM2 7*Mt*« <2Xft«) 


235. 60* 97. U 


38.36 


WMI29©<tfr* (2MKf) I 




362. 00± 87.72 


2.53 


«MI31«*t#* (2KKV) J 




169.75*131.81 


56.99 



[0132] (3ett«35) 
2«tt?ffltffflffffl 
(1) Wlttrig 



*iW*»i4fl»05Ba I b/cV?.* (If) fB*?^ 
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[oi 33) <&Bfr&v&e 

-.4 3(8). P1099.1994) . f**^ n&Tfo? 
$ y (OVA) 1 iigfc^W»^T/^3-OAy/P (alua) 4 
«g£*tf£*I:*tt » 2 5 0 /i IfcMBrtfc* t T W£ L 

*u £fi<i2®e<o»tu 0Bt**zx-x/HI»Tfc:5 
jigOVA (2 0*1) *IHc*rtc*itLfc- 3Kfc*H> 

[0 1 34]©2«£K«raStf)«£ 
ovates** * 1 24l»3frKe-**:** 

(CMC) CKSU *fi2 4^f5J«fc 2i*finffiCfin 
%CMCOA^4U. *LTlJiT03*J:9»9 (It » 
[0 1 36] »**(%) = < (OVASSWW^* 

cnji<r>m* - ^ms&mst^t&xn** ) /ova 
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*A) ) XI 00 

[0137] (2)mm 

X4 . 3»W22<Ofc£*rti3 2«/ktfOli 

[01 38] 
[*4] 

«4 







flft 




mmm 


«ff 




B«/k8 ii 


4 


0 


16.4 


MM22 


ttag/k* if 


4 


91.fi 


100.0 


Bw/kv pc 


5 


28.6 


41.4 




lac/k* pc 


4 


23.8 


64.4 



[0139} 



*£JMRJ«HlJS4»#»r#>'D150<>*Jt 
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TI Preparation of imidazo[4, 5 -c ] guinoline- containing amides and their 
intermediates and pharmaceuticals for atopic dermatitis 
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AB Title compds . I (X = H, halo; m = 1-9; n = 2-12), which show eosinophil 
infiltration inhibition and antihistamine activity, are prepd. Eight 
types of intermediates for I are also claimed. An EtOH soln. contg. 0.12 
g l-(3-{acrylaxnino)propyl]-lH-imida20(4,5-c)quinoline-4-amine <prepn. 
given), 0.13 g 4- (dipheny line thoxy) piper idine.HCl , and NaHC03 was refluxed 
overnight to give 75 rog I (X = H, m = 2, n = 3) , which in vitro inhibited 
histamine- induced contraction of tracheal muscle of guinea pig with IC50 
of 3.4 .times. 10-7 M, vs. 1.5 .times. 10-7 M. for diphenhydramine . HC1 . 
An ointment contg. I was formulated. 



